^Ngrazier 10727168 

************* STN Columbus *************** 



FILE 'HOME' ENTERED AT 11:21:06 ON 21 DEC 2005 



=> fil reg 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 0.21 0.21 

FILE 'REGISTRY' ENTERED AT 11:21:18 ON 21 DEC 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 19 DEC 2005 HIGHEST RN 870234-75-6 
DICTIONARY FILE UPDATES: 19 DEC 2005 HIGHEST RN 870234-75-6 



New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JULY 14, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

available and contains the CA role and document type information. * 

* * 

********************************************************************* 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original doctiment. For information 
on property searching in REGISTRY, refer to: 

http : / /www . cas . org/ONLINE/UG/ regprops . html 
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chain nodes : 
14 15 16 
ring nodes : 

123456789 10 11 12 

chain bonds : 

9-14 10-15 11-16 

ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 7-12 7-8 8-9 9-10 10-11 11-12 
exact/norm bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 7-12 7-8 8-9 9-10 9-14 10-11 10-15 11-12 11-16 



G1:C,N 
G2:Ak,H 

Match level : 

liAtom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: Atom 11: Atom 
12: Atom 14: CLASS 15: CLASS 16: CLASS 17: CLASS 



LI STRUCTURE UPLOADED 

=> d 11 

LI HAS NO ANSWERS 
LI STR 



G2 




Gl C,N 
G2 Ak,H 

Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 11:21:38 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 11111 TO ITERATE 

18.0% PROCESSED 2000 ITERATIONS 0 ANSWERS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
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PROJECTED ITERATIONS: 215904 TO 228536 

PROJECTED Ts^SWERS: 0 TO 0 

L2 0 SEA SSS SAM LI 

=> s 11 full 

FULL SEARCH INITIATED 11:21:43 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 220660 TO ITERATE 



100.0% PROCESSED 220660 ITERATIONS 
SEARCH TIME: 00.00,03 

L3 33 SEA SSS FUL LI 



33 ANSWERS 



=> fil hcaplus 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 161.33 161.54 

FILE 'HCMLUS' ENTERED AT 11:22:00 ON 21 DEC 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 21 Dec 2005 VOL 143 ISS 26 
FILE LAST UPDATED: 20 Dec 2005 (20051220/ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> s 13 

L4 7 L3 

=> d ed abs ibib hitstr 1-7 



Page 421/12/2005 



'Ngrazier 10727168 



L4 ANSVSR 1 OF 7 BCAPLUS OOPYAXGBT ZOOS ACS on 5TH 
ED Entered STNt 2S Jtin 2004 



ANSWER 1 or 7 BCKPLUS 
00, CR, CU, CZ. 
GB, GH, HR, mi, 
LR, LS. LT, LU. 




O^yRIGHr 2005 ACS on STN (Continued) 

OS, OXr 0N« DZ, EC, EE, EC, ES, FI, GB, CD, GB, 

ID, IL, IN, IS, J?, KB, KG, KP, KR, KZ, tc, LK, 

LV, KA. MD, KG, HX, MN, Ktf, MX. MZ, NI, W, HZ, 

PT, RO, WJ, SC, SD, SB, SG, SX, SL, SY, TJ, W, 
UA, UG, US, VZ, VC, VN, YU, ZA, ZH, Ztf 

LS, KV, HZ, SD, SL, SZ, TZ, UG, ZH. Ztf, AH, AZ, 

OB, OX. EE, 



(A - C-X, Nl B - C-Y, Nl Rl - H, alkyli R2 - H, alkyll X - 
B, Oa, O0NH2, etc.^ Y - H, OH, NH2, etc.; Z - H. OQ, F, etc.] their 
enantiomers and phanaaceutically acceptable salt^ vere prepared For 
enajsple, BH3-THF reduction of lactara II, e.g., prepared from 
3-aethosybdnzaldehyde in S-steps, afforded 2-phenylaorpholin« III in 84% 
yield. Caqpds. I expressed EC50 values < 1000 nM with 10-fold selectivi^ 
for 03 over 02, e.g., one eaaiiq;>la of coopound Z eshihited an ECSO value of 
7.6 nH and 1315. e fold selectivity for D3 over 02. Co^s. X are clained 
useful for the treatment of sexual dysfunction, e.g., faypeactlva sexual 
activity, orgasaic disorders, erectile dysfunction, etc. 



AOCBSSION NUMBER: 
OOCUHENT NUKBERt 
TZTLB: 



INVElffrOR(S) : 



PATENT A5SIGNEB(S)t 



DOCUMENT TTFBi 



FAHILY ACC. NUH. COUNT: 
PATENT INFORMATION: 



HO 2004052372 



2004:513545 HCAPUTS 
141:71567 

Preparation of 2-phenyliaorpholine9 and related 
coopounds as dopaodne agonists in the treataent of 
sexual dysfunction. 

Allerton, Charlotte Horia Norforf Baxtar, Andrew 

Douglasi Cook, Andrev Sinoni Hepwocth, Davidt Vong, 

Stephen XWolc-fuag 

Pfizer Liaited, UKi Pfizer Inc. 

per Int. A;^!., 121 pp. 

COOEN: PIXX02 

Patent 

English 

1 



KINO DATE 



APPLICATION NO. 



VO 2003-IBS683 



OH, PG, PH, PL, 

TN, TR, TT, TZ, 

Rtf: Btf, GH, GM. KB, 

BY, RS, KZ, MO, RU. TJ, TM, AT, BE, B6, CH, CY, CZ, 

ES, FI, FR, GB, GR. HU. IB. IT, LO. MC, NL, PT, K>, 

TR. BF, BJ. CF, CG. CI, CM. GA. GN. GQ, GV, 
CA 2508262 AA 20040624 

US 2004259874 Al 20041223 

1572214 Al 20050914 

R: AT, BB. CH. DZ, DK, ES, FR, 

IK, SI. LT, LV, n, RO, MX, 
BR 2003017102 A 20051025 

NL 1024983 Al 20040611 

NL 1024983 C2 20050201 

NO 2005002557 A 20050906 

PRIORITY APPLH. INFO, t 



CA 2 003-2508262 
'Ur 2g03-727168 ") 
EP~2003-S12639 
GR, IT, LI. LU, NL, SK, 
AL, TR, BG. CZ, EB, HU< 
BR 2003-17102 
NL 2003-1024983 



SB. SI, SK. 
NB, SN, TO, 

20031202 
20031202 
20031202 
PT. 



NO 2005-2SS7 
GB 2002-28787 
GB 2003-8460 
GB 2003-13606 
US 2003-438476P 
US 2003-470950P 
US 2003-501512P 
VO 2003-IBS683 



SK 

20031202 
20031210 

20050S26 
20021210 
20030411 
20030612 
20030107 
20030515 
20030908 
20031202 



OTHER SOURCE (S): KARPAT 141:71567 

IT 5«7T?0-3»-B». 6-(6-(2,5-DlBethylpyrrol-l-yl)pyrldin>3-yl}-4- 
propyloo rpholl ne 

RL: PAC (Phanaacological acUvity) j RCT (Reactant) » SPN (SyntheUc 
preparation) J THU (Therapeutic use) i BIOL (Biological study) f PREP 
(Preparation) I RACT (Reactant or reagent)? USES (Uses) 

(preparation of 2-phenylJBOrpholines and related coapds. as dopamine agonists 
in the treataent of sexual dysfunction.) 
RN 547770-39-8 HCAPLUS 

CM MorphoUne, 2-I6-(2,5-diBethyl-lH-pyrrol-l-yl)-3-pyridinyl]-4-propyl- 
(9CII (CA INDEX MAKE) 




tfi AX, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, 



710653O2'0P. 5- (4-Pr<^laorpholin-2-yl)pyridin-2-ylaBlne 

7106S3-37-5P 7106S3-43-37 710655-10-OP 

7106S5-1S-57 

RL: PAC (Phanaacological activity)! SPN (Synthetic preparation); THU 
(Therapeutic use) i BIOL (Biological study) * PREP (PreparaUon) i USES 
(Uses) 



L4 ANSVER 1 OF 7 BCAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

(prepn. of 2-phenyljaorpholines and related coapds. as dopaaine agonists 
in the treataent of sexual dysfunction.) 

RN 710653-32-0 BCAPLUS 

CN Z-Pyrldinaaine, 5-(4-propyl-2-Borphelinyl)- (9CI) (CA INDEX NAME) 



o-Pr 



RN 710653-37-S BCAPUIS 

CN 2-PyridinaBine, 5- (4-propyl-2-BOrphoUnyl) (9CZ) (CA INDEX NAME) 
Rotation (•!■). 




RN 710653-43-3 BCAPLUS 

CN 2-Pyridiaaaine, 5-(4-propyl-2-aorphoUnyl) -, (-)- (9CI) (CA INDEX HAKE) 
Rotation (-). 




RN 710655-10-0 BCAPLUS 

CN 2-Pyridinaaine, 5-{ (2S, 5S) -5-Bethyl-4-prppyl-2-morphoUniyl] • (9CI) (CA 
INDEX NAMB) 

Absolute stereocheaistry. Rotation {*), 




RN 71065S-15-5 BCAPLUS 

CN 2-Pyridinaaine. 5-( {2R,SS)-5-Bethyl-4-propyl-2-Borpholinyll- (9CI) (CA 
INDEX NAME) 



L4 ANSVER 1 OF 7 BCAPLUS COPYRIGHT 200S ACS on STN (Continued) 
Absolute steraocheiBistry. Rotation (+) . 




IT 710«54-a»-0» 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of 2-phenylBOrpholin»s and related coapds. as dopanine agonists 
in the treatment of sexual dysfunction.) 
RN 710654-89-0 BCAPLUS 

CM 2-KorphoUnol. 2-[6-(2,5-dimethyl-lH-pyrrol-l-yl)-3-pyridiinyl] -5-Bethyl-4- 
propyl-, (SS)- (9CI) (CA INDEX NAHE) 

Absolute steceocheaistcy. 
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L4 ANSWER 2 07 7 BCAPUIS ODPYIUGBT 2005 ACS on STN 
ED Entered STN: 27 Jun 2003 

AB The use of a cosqMsitlon cosprising a selective dopaoine D3 receptor agonist is 
disclosed, vherein said dopaoioe 03 receptor agonist is at least about 
IS-tiffies Bore functionally selective for a dopaioine 03 receptor as 
cocpared with a dopamine 02 receptor vben measured using the same 
functional assay, in the preparation of a m ed i c aa e nt for the treatnaot and/or 
prevention of sesual dysfunction. 

ACCESSION NUMBER: 2003:491050 BCAPLUS 

DOCUMENT NUMBER: 139:63349 

TITLE: Selective dopamine D3 receptor agonists for the 

treatasnt of sexual dysfunction 
INVENTOR(S): Van der Graaf, Pieter Sadevijnt tfayman. Christopher 

Peteri Baxter, Andrev Douglasi Cook, Aiidrev Siaoni 

Vong, Stephen Kvok-Fung 
PATENT ASSIGNEE(S): Pfizer Limited, UK* Pfizer Inc. 

SOURCE: FCT Int. Appl., 247 pp. 

COOEN: PIXX02 
OOOMEHT TYPE: Patent 
LANGUAGE: SngUsh 
fAHILY AOC. NUM. COUNT: 1 
PATENT INFORMATION^ 

PATENT no, KIND DATE APPLICATION NO. OATS 



WD 


20030S1370 




Al 


20030626 


VO 2002-GBS595 




20021210 


WD 


2003051370 




CI 


20031002 












tf: AB, AG, 


AL, 


AM, 


AT, AU, AZ, 


BA, BB, BG, BR, 


BY, 


BZ, 


CA, CH, CN, 




00, CR, 


CU, 


CZ. 


DS, DK. EM, 


DZ, EC, EE, ES, 


FI, 


GB, 


GD, GB, GH. 




Of, HR, 


HU, 


ID, 


IL, IN, IS, 


JP, KE, XG. KP. 


XR. 


XZ. 


LC, LK. LR. 




LS, LT, 


W, 


LV, 


MA, HD, HG, 


HK, KN. Mtf. MX. 


HZ. 


NO. 


NZ. OH. PB. 




PL, PT, 


RO, 


RU, 


SC, SO, SX, 


SG, SK. 5L. TJ. 


TM. 


TN, 


TR. TT. TZ, 




UA, UG, 


US, 


UZ, 


VN, YU, 2A. 


ZM. ZV 










RSt GH, GM, 


XB. 


LS. 


HW. MZ, SD. 


SL. SZ, TZ. U6. 


ZH, 


ZV. 


AM. AZ, BY. 




KG, XZ, 


MD. 


RU. 


TJ, m, AT. 


BB. BG. CH, CT. 


CZ. 


DB. 


. DX, BB, BS. 




FI, FR, 


GB. 


GR, 


IE. IT, LU. 


MC. NL. PT. SB. 


SI. 


SX. 


TR. BF. BJ, 




C7, CG, 


CI, 


CM, 


GA, GN, GO. 


Gtf. ML. MR. NZ. 


SN, 


TO, 


TG 


CA 


2470624 




AA 


20030626 


CA 2002-2470624 




20021210 


EP 


1463508 




Al 


20041006 


EP 2002-788092 




20021210 




R: AT, BB, 


CH, 


OB, 


DK. ES, FR. 


GB. GR. IT. LI. 


LU, 


NL. 


SB, MC, PT, 




IB, SI, 


LT, 


LV. 


FI, RO, MX. 


CY. AL. TR. B6. 


CZ. 


EE. 


SX 


BR 


2002015064 




A 


20041013 


BR 2002-15064 




20021210 


JV 


2005516014 




T2 


20050602 


JP 2003-552303 




20021210 


ZA 


2004003906 




A 


200S0622 


ZA 2004-3906 






20040520 


PRIORITY APPLN. INFO. : 






GB 2001-30219 




A 20011218 












HO 2002-GB5595 




V 20021210 



IT 54Tm>-39-e9 

RL: RCT (Reactant) i SPN (Synthetic preparation) » PREP (Preparation)! RACT 
[Raactant or reagent) 

(selective dopamine 03 receptor agonists for the treatment of sexual 
dysfunction) 
RH 547770-39-8 BCKPLUS 

CN HorphoUne, 2- [6- (2. 5-dimethyl-lH-pyrrol-l-yl) -3-pyridinyl) -4-prcwl- 
(9CI) (CA INHEX NKHE) 



U ANSWER 2 OF 7 BCAPLUS OOPYRIGBT 2005 ACS on STN (Continued) 




REFERENCE GOUHTt 7 TBZRE ARE 7 CITED REFEREMCBS AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVMLABLB IN THE RE FORMAT 



L4 ANSWER 3 OF 7 BCAPLUS COPYRIGST 2005 ACS on STN 
ED Entered STN: 12 Jan 2003 

AB A potent and selective sulfonamide p3 agonist with an excellent 

pharmacokinetic profile has recently been synthesized. During the anal, 
by liquid chroraatog. /tandem mass spectrometry (LC/MS/MS) of metabolites of 
the sulfonamide N-|4-l2-(2-hydroxy-2-pyridin-3-ylethylamino)ethyl]phenyl>- 
4-[4-(4-trifluoramethylphenyl)thia2ol-2-yllbenzsulfonaaide (compound A), we 
(Served loss of 64 Da for a fev of the metabolites in the neg. ion node. 
Accurate mass measurements performed vith Fourier transform ion cyclotron 
resonance (FTICR) mass spectrometry and quadrupole tima-of>f light (Q-TOF) 
mass spectrometry suggested that the loss of 64 Da corresponded to the 
loss of S02. The same phenomenon was observed for a group of structurally 
related and com. avail^le eonfxis. that also contain a sulfonamide moiety. 
MS/MS anal, of the fragment ions that bad lost S02 in the ion source 
suggested that these ions vere covalently bound rather than ion-ml. 
conqalexes. The neutral loss involving the cleavage of two bonds was 
unanticipated and suggested a coapln rearrangement process. A mechanism 
for the loss of S02 has been proposed. 

2003J 24118 BCAPLUS 

1391185456 

The unanticipated loss of S02 from sulfonamides in 
collision-induced dissociation 

Wang, Zhen; Hop, Cornells B. C. A.i Rim, Mi-Sooki 
Huskey, Su~S. W. ; Baillie. Thomas A.i Guan, Ziqiang 
Department of Drug Metabolism. Merck Research 
Laboratories, Rahvay, NJ, 07065-0900, USA 
Rapid Cotnmunications in Mass Spectronetry (2003) . 
17(1), 81-86 

CODBKt RCMSEFf ISSHi 0951-4198 
John Viley k Sons Ltd. 
DOCUMENT TYPE: Journal 
LANGUAGE: English 
IT 57»4»»-ll-5 

RL: ANT (Analyte)i ANST (Analytical study) 

(mass spectrometry and unanticipated loss of S02 from sulfonamides in 
collision-induced dissociation) 
RH 579489-11-5 HCAPLUS 

CN Benzenesulfonamide. N- {4 -{2-12- (3-pyridinyl) -4-morphoUnyl) ethyl] phenyl) -4- 
(4-[4-(trlfluorometbyl)pbenyl]-2-thlazolyl]- (9CI) (CA INDEX NAHB) 



CORPORATE SOURCE: 



REFERENCE COUNT: 



THERE ARE 14 CITED REFERENCES AVAILABLE FOR THIS 
RBOORO. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L4 ANSWER 4 OF 7 BCAPLUS COPYRIGBT 2005 ACS on STN 
ED Entered STN: 07 Jul 2002 

AB The pharmacokinetics and oral bioavailability of (R)-N-(4-C2-C[2-hydraKy-2- 
(pyridin-3-yl) ethyl) amino) ethyl) phenyl) -4-14 - [4- 

(trifluoromethylphenyl)]thiazol-2>yl) benzenesulfonamide (1), a 3-pyridyl 
thlazola benzenesulfonamide p3-adrenergic receptor agonist, were 
investigated in rats, dogs, and monkeys. Systemic clearance was higher in 
rats (.appnt.30 raL/oin/kg) than in dogs and monkeys (both .apprx.lO 
raL/min/kg) , and oral bioavailability was 17, 27, and 4t, resp. Since 
systemic clearance was 25 to 40% of hepatic blood flow In these species, 
hepatic extraction was expected to be low. and it was likely that oral 
hioavailabili^ was limited either by absorption or a large first-pass 
effect in the gut. The absorption and excretion of 3H-l^eled 1 were 
investigated in rats, and only 281 of the administered radioactivity was 
orally absorbed. Subsequently, the hepatic extraction of 1 was evaluated in 
rats (30%) and monkeys (47%). The low oral bioavailability in rats could 
be explained coii7>letely by poor oral absorption and hepatic first-pass 
metabolism! in monkeys, oral absocption was either less than in rats or 
first-pass extraction in the gut was greater. In an attempt to increase oral 
exposure, the pharmacokinetics and oral bioavailability of two potential 
prodrugs of 1, an N-Et [ (R) -N-(4-[2-[ethylt2-hydroxy-2- (3- 
pyridinyl) ethyl] amino) ethyl) phenyl] -4-(4-[4- (trifluoromethyl)phenyl) thiazo 
1-2-yI] benzenesulfonamide* 2] and a morphollne derivative I(R)-N-[4-[2-I2-(3- 
py ridi nyl ) morphoU n- 4 -y 1] e thyl) phe ny 1] - 4 - [ 4 - ( 4 - ( t 

rifluoromethyl) phenyl) thiazol-2-yl]benzene3ulfonamidei 3), were evaluated 
in monkeys. Conversion to 1 was low (<3%) with both derivs., and neither 
entity was an effective prodrug, but the oral bioavailability of 3 (56%) 
cotqaared with 1 (4%) was significantly Improved. The hypothesis that the 
increased oral bioavailability of 3 was due to a reduction in hydrogen bonding 
sites in the mol. led to the design of (R) -N-(4-[2-[[2>hydroxy-2•(pyridin- 
2-yl)etbyl] amino] ethyl]phenyl] -4-C4-(4-trifluoramethylphenyl) thia2ol-2- 
yl] benzenesulfonamide (4), a 2-pyridyl ^-adrenergic receptor agonist 
with Lapcoywi oral bioavailability in rats and monkeys. 

ACCESSION NUMBER: 2002:505888 BCAPLUS 

DOCUMENT NUMBER: 138:49353 

TITLE: The pharmacokinetics of a thiazole benzenesulfonamide 

P3-adrenergic receptor agonist and its analogs in 
rats, dogs, and monkeys: iiq>roving oral 
bioavailability 

R(S): Stearns, Ralph k.t Miller, Randy R./ Tang, Well KWei, 

Gloria Y.i Tang, Frank S.» Mathvink, Robert J.i 
Naylor, BUzabeth M.; Chitty. Dawni Colandrea, Vincent 
J.I Weber, Ann B.; ColletU. Adria B.i Strauss. John 
R.I Reohane, Carol Anni Feeney. Villlam P.i XUff. 
Susan A.I Chiu, Shuet-Hing Lee 
Department of Drug Metabolism, Merck Research 
Laboratories. Rahway. NJ, USA 

Drug MetaboUsm and Disposition (2002). 30(7), 771-777 
CODEN: EMDSAIr IS»: 0090-9556 
PUBLISHER: American Society for Pharmacology and Experimental 

Therapeutics 
DOCUMENT TYPE: Journal 
LANGUAGBt BngUsh 
IT 4790»2-31>« 

RL: BSU (Biological study, unclassified)! PKT (Pharmacokinetics)* BIOL 

(Biological study) 

(pharmacokinetics of a thiazole benzenesulfonamide p3-adrenergic 
receptor agonist and its analogs in rats, dogs, and monkeys) 
RN 479092-31-4 HCAPLUS 

CN Benzenesulfonamide, N-{4-{2-[(2R) -2- (3-pyridinyl) -4- 

raorphoUnyl] ethyl] phenyl] -4- [4- (4- (trifluoromethyl) phenyl] -2-thiazolyl) - 
(9CI) (CA INDEX NAME) 
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U ANSVER 4 or 7 BCAPLUS CJOPYIUGaT 2005 ACS on STN (CoatlnuKi) 
Absoluta stertoehtalstry. 




REFERENCB OOUNTl 



26 THERE ARB 26 CITHO REFERENCES AVAILABLE TOR THIS 
REOORO. ALL CITATIONS AVAILABLE IN THE R£ FORMAT 



AHSVSR 5 OF 7 BCAPLUS OOPYRKST 2005 ACS on STN 
Entered STN: 31 Hay 1992 



(OB) CH2NHCHe3 



AB MorphoUna derivs. I {R - alkyl, cyeloallcyl, (substituted) aralkyl, 

heterocyclylalkyl, etc.r Rl - (substituted) pyridyl, tetcazolo pyridy l, 
etc.] are prepared Cycllzatioa of 5.6 g anino ale. II with ClOZOOCl in 
CH2C12 gave 2.16 g oxotBorpholine derivative III (X - 0} , which (2.09 g) was 
reduced with BH3-He2S in TH7 under N to give 1.99 g eorpholine derivative III 
(X - 2 H) (IV). Reduction of 1.66 g IV with SnCl2. 2R20-BC1 in HeOB gave 1.39 
g I (R - Ma3C, Rl - 6-aiiiine-3-pyridyl) , which was converted to its citrate 
salt. The daily doses of I trere 0.01-1.0 ng/kg as animal growth 
proMters, 2-150 og as bronehodllators, 200-1000 ng as antidepressants and 
antlobesity agenes. 
ACCESSION NUMBER: 1992:214513 BCAPLUS 

116:214513 

Preparation of oorpholine derivatives as animal growth 
promoters, brenchodilators. antidepressants* and 

antlobesity agents 

Fisher, Michael H.i Vyvratt, Matthew J. 
Merck and Co., Inc., USA 
U.S., 10 na. 
CODEN: USXXAM 



INVENTOR (S) ; 
PATENT ASSIGNEE (S): 
SOURCBl 

D0C3MENT TTPE: 



FAMILY ACC. NU 
PATENT INTORMATIONt 



PATENT NO. 



Patent 
English 
1 



KIND DATE 



.£!6^ US 5077290 
US 5124 328 
PRIORITY APPU4. INFO, 
I SOURCB(S) : 



19911231 
19920623 



APPLICATION NO. 

US 1990-597976 
US 1991-767285 
US 1990-597976 



19901011 
19910926 
A3 19901011 



MARPAT 116:214513 
IT 140690-6 1-5P 14069O-65-9P 

RL: RCT (Reactant)) SPN (Synthetic preparation)! PREP (Preparation) i RACT 
(Reactant or reagent) 

(preparation and reduction of, in preparation of morpholine eoayound) 
RN 140690-61-5 BCAPLUS 

CN Tatrazolo[l,5-a)p/rldiae, 6-[4- (l,l-dimethyletlvl)-2-morphoUnyl)- (9CI) 



L4 ANSVXR 5 OF 7 BCAPLUS COPYRIGBT 200S ACS on STN (Continued) 
(CA INDBC NAME) 



I 




RN 140690-65-9 BCAPLUS 

CN Tetrazolo[l,5-al pyridine. B-ehloro-6-[4-(l,l-dlnetliylathyl)-2-mDrpheUnyl]- 
(9CX) (CA INDEX NAME) 




Cl 



IT 140690-07-lP 140690-6A-2P 140690-69-3P 
140690-70-6P 140690-7 X-7P 140690-72-8P 
140690-73-9P 14069O-74-0P 140690-75-lP 
140690-76-2P 140690-77-3P 140690-7e-4» 
140690-79-BP 141137-41-SP 

RLi SPN (Synthetic preparation)! PREP (Preparation) 
(preparation of, as drug and animal growth promoter) 
RN 140690-67-1 BCAPLUS 

CN 2-Pyridiaamlne, 5-E4-(l,l-diDethylethyl)-2-morpholinyl]-, 

2-hydraKy-l,2,3-propanetricarbo]iylate (9CI) (CA INDEX NAME) 

Ol 1 

CRN 140690-66-0 
OOP CIS H21 N3 O 




CH 2 

CRN 77-92-9 
OIF C6 H8 07 
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C02H 

H02C— CH2 — C— CH2- 002B 
OB 



RN 140690-68-2 BCAPLUS 

CN 2>Pyrldinaffllne, 5-[4- (l>methyl-3-phenylprof)yl) -2-BorpboUnylI - (9CI) (CA 
INDEX NAME) 




RN 140690-69-3 KIAPLUS 

CN 2-Pyridinamine, 5-(4-(l,l-dimethyl-3-phenylpropyl)-2-BorphoUnyll- (9CI) 
(CA INDEX NAME) 




RN 140690-70-6 BCAPLUS 

CN 2-Pyridinamine, 5-(4-t3-(3-methosypheiiyl)-l,l-dlnethylpra|iyl]-2- 
morphoUnyl}- (9CI) (CA INOSX NAME) 



Me-C-Me 



RN 140690-71-7 HCAPLUS 

CN Phenol, 4-t3-[2-(6-aalno-3-pyridinyl) -4-morpholinylJ-3-aethylbutyl)- (9CI) 
(CA INDEX NAME) 
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j) 
CH2 



RN 140690-72-8 HCAPLUS 

CM Phsnol, S-O-IZ-te-aGdno-a-pyridinyD-^-aorphoUoyD-S-mtfayltautyl]- (9CI) 
(CA INDEX lUKB) 



M»-C-Me 



(XT' 



W 140690-73-9 BCAPLUS 

CK Plwnol, 4-[3-[2>(6-aBino-3-pyridiiiyl)-4-BOEphoUiiyllbutyll- |9CI) (CA 



1.4 ANSVBK 5 OF 7 BCAPLUS OOPYIUGBr 200S ACS on STN (Continued) 



OH 

6 



K2 
CH2 



m 140690-74-0 BCAPLUS 

CN 2-Pycidinaaln«, 5-[4-[2-(lB-lndol-3-yi)-l-Mthyl*tliyl]>2-DorphDUnylI- 
(9CI) (CA IKDSX NAME) 



RN 140690-75-1 BCAPLUS 

CM 2-PyridlnaBii», 5-{4-(2- (lH-lndol-3-yl) -1, l-dlBetbylatbyl] -2-BOrphoUByl] - 
(9CI) (CA INDEX NAHS) 



J. k^o 



RM 140690-76-2 BCAPLUS 

CN 2-Pyndin«nina, 5- [4- [2- (5-iMtho^lH-lndol-3-yl) -1, l-dimathylethyl] -2- 
BOtphoUnyl]- (9CI) (CA INinX NAME) 



L4 ANSWER 5 07 7 BCAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 140690-77-3 BCAPLUS 

CM lH-Indol-5-ol, 3-(2-[2-(6-amino-3-pyrldioyl)-4-BM>rpholinyl)-2- 
mthylpropyl) - (9CI) (CA INDEX NAME) 



N. "n^O 



RN 140690-78-4 BCAPLUS 

CM 2-Pyridinamln«, 5-[4-{2-(5-BMtlioxy^lB-lndol-3-yl) -l-iMtbyl*tiiyll-2- 
BOrphoUnyll- (9CI) (CA INDEX NAME) 



He l^^'N^" 

-ca2- CH— N^'^Y-UtJ* 



RN 140690-79-5 BCAPLUS 

CN lB-Indol-5-ol, 3-[2-[2-(6-aBino-3-|iyEldLnyl)-4-iBerpholiRyl]prepyl]- (9CI) 
(CA INDEX NAME) 



X0- 



ryO" 



RN 141137-41-9 BCAPLUS 

CN 2-Pyrldin8aine, 5-£4- (1, 1-disiethylpropyl) -2-BOrpboUnyll - (9CI) (CA INDEX 
^NAME) 




ANSWER 6 OF 7 BCAPLUS COPYRIGHT 2005 ACS on STN 

Entered STN; 12 May 1990 

For diagran(a), see printed CA Issue. 

The title coopds. [Ii Rl - (halo-, CF3-, or alkyl-substituted) heteroacyl> 
R2 - H, OHf R3 - CH, C02B, allcosycarbonyl. caclMaoyl, (substituted) 
■Ikosy, vinylt A - (He- or Xt-substituted) C2-3 alkylenei X - bond, Oi n - 
0, 1], useful as platelet aggregation inhibitors, antidiabetics, 
antiobesity agents, antihyperlipoproteineBlcs, and anabolic agents, vare 
prepared Thus, 2- (6-chloropyridin-2*yl) norpholine and l-(4- 
carbofflethoxyiMtho«yphenyl)propan-2-one in MeOB vere stirred vith ^Ac and 
NaBH3CN to give 041 II. II at 0.3 ng/kg orally in mice reduced blood 
glucose by 50% aad increased blood glycerin by 262%. Nunecous 
foiAsulations of I were given. 



AOCESSIQH NUMBER: 



PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY AOC. NUM. CXXJNT: 
PATENT INFOBMATIOM: 



1990:178999 BCAPUfS 
112:178999 

Morpholines and aorpboliae N-osides, nedicinas 
containing these coepouads and process for their 
preparation 

Reiffen, Manfredi Hark, Michaelf Sauter, Roberti 
Grell, Wolfgang 

Thoaae, Dr. Karl, G.m.b.B., Fed. Rep. Ger. 

Eur. Pat. Appl., 28 pp. 

OODENt SPXXOtf 

Patent 

Gecaan 

1 



PATENT NO. 


KIND 


DATE 


APPUCATION NO. 


DATE 


EP 334146 


Al 


19890927 


EP 1989-104376 


19890313 


R: AT, BE, CH, 


OB, Ei 


>, PR, GB, 


GR, IT, LI, LU, NL, 


SE 


OB 380977S 


Al 


19891005 


DB 1988-3809775 


19880323 


OP 01299287 


A2 


19891204 


JP 1989-70300 


19890322 


US 5026702 


A 


19910625 


US 1989-327665 


19890323 


PRIORITY APPLN. INFO. : 






DE 1988-3809775 


A 19880323 



OTHER SOURCB(S): CASREACT 112:178999» HARPAT 112:178999 

IT 126325-24-0 12C328-2S-SP 12S325-29-9P 
126325-39-lP 

RL: BAC (Biological activity or effector, except adverse) » BSU (Biological 
study, unclassified]! SPN (Synthetic preparation)? TBU (Therapeutic use) > 
BIOL (Biological study)! PREP (Preparation)/ USES (Uses) 
(preparation of, as drug) 
RN 12632S-24-4 BCAPLUS 

CN Acetic add, [4-(2-[2-(5-broao-3-pyridinyl)-2-hydrosy-4- 

notpboUnyl] propyl} phenozy]-, nethyl ester (9CI) (CA INDEX NAME) 



Page 821/12/2005 



-Ngrazier 10727168 



M JWSVSR 6 OF 7 BOPUIS OOFYRIGBT 200S ACS on STN 



CS-Ke 



RN 12632S>25-S BCAPLUS 

CM AceUc add, [4-[2-[2-(S-brtiDO-3-pyriiiinyl)-2-bydr(»y-«- 

Dorpholinyl) propyl] ph«Rt»y]-, atfayl mafv (9CX) (A INDEX MANE) 



BtO-C-CB2-0 



RN 126325-29-9 »3^LUS 

CN Acatlc •cid, C<-(2-(2-(3-pyridlnyl)-4-Borpholii)yl)propyl)phenoKy)-, Mthyl 
•9t«c (9CX) iCA INDEX NNfE) 



U ANSWER 6 07 7 BCAPLUS OOPYRIGHr 200S ACS on STK (COaUm»d) 



M«O-C-CH2-0 



0 



CB2 



126325-39-1 BCAPLUS 

Acetic acid, (4-[2-(2- (3-pyridinyl) -4-Dorpbolinyl}prepyl]ph«noHy]-, Mthyl 
•at«r. Bonohydrochloride (9CI) (CA INDEX NAME) 




ANSWER 7 OF 7 BCAPLUS OOPYRIGBT 2D0S ACS on STN 
Bntarwl STNt 12 May 1984 



j^^CH2H(CH2Ph)CH2O0CMe3 

O-^ CCa2)n 

R I Ma Ma 



AB Title coBfxla. I [n - 1, 2, 3» R - alkyl, cyclohexyl, Ph, halo-, methyl-, 
aethoxy-, hydrosy-, cyano-, nitro-, (trifluorooethyl)-, carfooxy-, 
carbethoxy-, acotamLdo-, (oethylsulfonyl) -« phenosy-, benzoyl-, 
(a-hydrozybenzyl) cyclohexyl-, or carbamoylphenyl, biphenylyl, 
thlenyl, pyrldyl, naphthyl, adamantyl. PhGB2» Rl - H, alkyl, cyclohexyl, 
PhiCa2) vera prepared by different nethoda. A mLxtura of II, 4-HeC6H4S03H, 
C6B6, and vatar was reflused to give I (n - 1, R - Q«e3, Rl • PhCH2) 
(III). III.BCl exhibited analgesic activity, B050 18 mg/kg/i.p., in mice. 

ACCESSION NUMBER: 1983:72148 BCAPLUS 

DOCUMENT NUMBER: 98:72148 

TITLE: Dioxahicyclic derivatives and their therapeutic use 

PATENT AS5IGNSB(S): Delalaade S. A. , Fr. 

SOURCE: Balg.. 34 pp. 

GODEN: ] 

DOCUMENT TTPBt Patent 
LANGUAGE: French 
FAMILY AOC. NUM. OOUNTt 1 
PATENT INFORMATION t 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 




DATE 


BE 


892853 


Al 


19821015 


BE 


1982-207826 




19820415 


FR 


2504141 


Al 


19821022 


FR 


1981*7904 




19810421 


PR 


2504141 


Bl 


19831230 










FR 


2524469 


A2 


19831007 


FR 


1982-5553 




19820331 


FR 


2524469 


B2 


19840629 










SE 


8202364 


A 


19821022 


SB 


1982-2364 




19820415 


GB 


2096998 


A 


19821027 


GB 


1982-11124 




19820416 


GB 


2096998 


B2 


19850424 










US 


4463004 


A 


19840731 


US 


1982-368924 




19820416 


ZA 


8202639 


A 


19830330 


ZA 


1982-2639 




19820419 


AU 


8282845 


Al 


19821028 


AU 


1982-82845 




19820420 


NL 


8201642 


A 


19821116 


NL 


1982-1642 




19920420 


JP 


57188593 


A2 


19821119 


JP 


198 2-64 723 




19820420 


DB 


3214570 


Al 


19821230 


□E 


1982-3214570 




19820420 


SS 


512108 


Al 


19830701 


E5 


1982-512108 




19820420 


UTY APPLN. INFO. : 






FR 


1981-7904 


A 


19810421 










FR 


1982-5553 


A 


19820331 



(S): CASREACT 98:72148 

4-»P 

RL: RCT (Reactant)t SPN (Synthetic preparation)* PREP (Preparation)! RACT 
(Raactant or reagent) 

(preparation and cyclocondensation of) 
84508-84-9 BCAPLUS 

2-MorpholineBMtbanol, 6-hydroxy-4- (phony Imothyl) -6- (3-pytidinyl)-, 
a-(4-aethylbenzene3ulfonate) (9CI) (CA INDEX NAME) 
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caj-ph 



-rtx. 



RL: RCT (Reactant)i SPN (Synthetic preparation)! PREP (Preparation)* RACT 
(Reactant or reagent) 

(preparation and selective O-tosylation of) 
RN 84508-85-0 BCAPLUS 

CN 2-Norpholinemethanol, 6-hydroxy-4- (phenylmethyl) -6- (3-pyridinyl) - (9CI) 
(CA INDEX NAME) 



CH2-Ph 



IT 8450»-8a-8» 

RLi SPN (Synthetic preparation)! PREP (Preparation) 
(preparation of) 
RN 84508-83-8 BCAPLUS 

CN 6,B-Dioxa-3-azabicyclo[3.2.1]octane, 3- (phenylme thy 1) -5 -(3-pyridinyl )- 
(9CX) (CA INDEX NAME) 



-CB2-Ph 
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=> logy 

LOGY IS NOT A RECOGNIZED COMMAND 

The previous command name entered was not recognized by the system. 
For a list of commands available to you in the current file, enter 
"HELP COMMANDS" at an arrow pron5>t (=>) . 



=> log y 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
37.03 



TOTAL 
SESSION 
198.57 



FULL ESTIMATED COST 



DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



SINCE FILE 
ENTRY 
-5.11 



TOTAL 
SESSION 
-5.11 



CA SUBSCRIBER PRICE 



STN INTERNATIONAL LOGOFF AT 11:22:19 ON 21 DEC 2005 
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